1 : i re o f 



Example 
No . 


Structural formula or chemical name 




N-Et-Phe (4-F) -N-Me-Val-N-Me-Tyr (3-tBu) -NHCH -OH 


1 '?. 1 


Phe (4-F) -N-Me-Val-N-Et-Tyr ( 3-tBu) -NHCH- OH 




N-Me-Phe (4-F) -N-Me-Va 1 -N-E t -Tyr (3-tBu) -NHCH; OH 


\ 2 9 


N-Et-Phe (4-F) -N-Me-Val-N-Et -Tyr (3-tBu) -NHCH : OH 




Phe (4-F) -N-Et-Val-N-Et-Tyr (3-tBu) -NHCH-OH 




N -Me -Phe (4-F) -N-Et-Val-N-Et-Tyr (3-tBu) -NHCH ;: OH 


I 3 2 


Phe ( 4-F) -N-Me-Val-N-Me-Tyr (3-tBu) -NHCH, OH 




( 2 S ) -2- [ ( 2 S ) -2 -amino- 3 - ( 4-f luorophenyl ) -N- 
methylpropanolyamino ] -N- ( ( IS ) -1 - { [3- (tert-butyl) -4- 
hydroxyphenyl ] methyl } -2-morpho lin-4 -yl -2 -oxoe thy.l ) -3- 
methyl -N-rne thylbut anamide 


: ^ 


{ 2S ) -2- [ f 2S ) -2 -amino- 3- ( 4 - f luorophenyl ) -N- 
methylpropanolyamino ] -N- ( ( IS ) -1- { [ 3- ( tert-butyl ) -4- 
h yd r o x yp he ny 1 ] me t h y 1 } - 2 - [ 4 - 

; . methyl suit onyl ) piperaz inyl ] -2 - oxoe thy 1 ) -3-methyl-N- 
me t h ylbuta n ami d e 




ethyl 2- [ 4- { (2S ) -2 - { (2S) - 2-{ ( 2S ) -2 -amino- 3- ( 4- 
f 1 uo ropheny 1 ) -N-me t hy lpropanolyamino ] - 3 , N- 
d irne thylbut anoyl ami no } -3 - [3 - ( tert-butyl ) - 4- 
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N-me thy Ipropano lyamino 1 -3 , N-dimethylbutanoylamino } -3- 
[ 3- ( tert-butyl ) -4- 

hydr oxyphenyl ] propanoyl) piperazinyl] acetic acid 




Phe { 4-F) -N-Me-Val-N-Pr-Tyr ( 3-tBu j -NH 


1 A H 


Phe ; .' 4-F) -N-Me-Abu-N-Me-Tyr (3-tBu) -NH, 


i 3 9 


Phe (4-F) -N-Me-D-Abu-N-Me -Tyr (3-tBu) -NH 


1 4 "1 


Phe (4-F) -N-Me-Nva-N-Me-Tyr ( 3-tBu ) -NH 




r. e 




Page 43, please amend Table A- 9 as follows: 

Table A-9 



0 On 



Example 


Structural formula or chemical name 


141 


Phe (4-F) -N -Me -D-Nva -N-Me-Tyr ( 3-tBu) -NH. 


14 2 


Phe (4-F) -N-Me-Ile-N-Me-Tyr (3-tBu) -NH- 


1 4 3 


Phe (4-F) -N-Me-D- I le-N-Me-Tyr (3-tBu) -NH- 


144 


Phe (4-F) -N -Me -Leu -N-Me-Tyr (3-tBu) -NH- 


1 4 3 


Phe (4-F) -N-Me-D-Leu-N-Me-Tyr ( 3-tBu) -NH- 


1 4 * 


(2S)-2-[(2S) -2-amino-3- ( 4 -f luorophenyl ) -N- 
me t hy lpr op a no y 1 ami no ] -N- { (IS) -2- [3- (tert-but yl ) - 4 - 
hyd r oxyphenyl ] - 1-carbamoylethyl } -N-me t hylpent - 4 - 

i..'- r i r n l c_i 


1. 4 7 


( 2 R ) — 2- [ ( 2 S } — 2 — ami no - 3 — ( 4 — f 1 uo r opheny 1 ) — N- 
methylpropanoy 1 ami no ] -N- { (IS) -2- [3- (tert-butyl) -4 - 
hyd r oxyphenyl ] -1-carbamoylethyl } -N-me thy lpent - 4 - 
enamide 


1 m 3 


Phe (4-F) -N-Me-Leu (y-Me) -N-Me-Tyr (3-tBu) -NH.- 


1 -i 9 


Phe ( 4-F) -N-Me-D-Leu (y-Me) -N-Me-Tyr (3-tBu) -NH 


1 5 (.) 


Phe (4-F) -N-Me-Ala ( : -CF.) -N-Me-Tyr (3-tBu) -NH : 


1 2 1 


Phe f 4-F) -N-Me -Chg -N-Me-Tyr (3-tBu) -NH. 


1 3 2 


Phe (4-F) -N-Me-D-Chg-N-Me-Tyr (3-tBu) -NH. 


1 3 3 


Phe (4-F) -N-Me-Cha-N-Me-Tyr (3-tBu) -NH 


134 


Phe (4-F) -N-Me-D-Cha-N-Me-Tyr (3-tBu ) -NH 




Phe (4-F) -N-Me- Phe -N-Me-Tyr (3-tBu ) -NH- 


1 3 in 


Phe (4-F) -N-Me-D- Phe -N-Me-Tyr < 3-tBu ) -NH. 




Phe i 4-F) -N-Me-Phe ( 4 - F } -N-Me-Tyr (3-tBu) -NH. 




Phe (4-F) -N-Me-D- Phe (4-F) -N-Me-Tyr i 3-tBu) -NH. 


1 2 J 


Phe ' 4-F) -N-Me- Phe ( 4-Ci ) -N-Me-Tyr ( 3-tBu ) -NH : 


1 2 0 


Phe (4-F) -N-Me-D-Phe ( 4-Ci ) -N-Me-Tyr (3-tBu) -NH 




Phe (4-F) -N-Me-Tyr-N-Me-Tyr ( 3-tBu ) -NH.- 




Phe (4-F) -N-Me -D-Tyr -N-Me-Tyr ■ 3-tBu ) -NH. 




Phe (4-F) -N-Me -Ala (p-2-thienyl ) -N-Me-Tyr (3-tBu) -NH- 




Page 106, please amend paragraph 1 as follows: 

To a solution of 2 - ( 4 -benzyl ox y-3-t -but ylphenyl ) -1- 
cyanornethylethylcarbamic acid benzyl ester (1.38 g, 3.03 mmol) in 
DM2Q (24 ml), potassium carbonate (1.59 g) and 30- hydrogen peroxide 

(4.0 m] ) were added under cooling with ice. After stirring at room 
temperature for 2 hours, the reaction mixture was mixed with water; 
the thus formed precipitates were collected by filtration to give 2- 

( 4 -benzy loxy- 3 -t -but ylphenyl ) - 1 -car bamideme thy 1 ethyl car bami c acid 
benzyl ester. 

Page 257, please amend Table E-7 as follows: 

Tabir- E-7 

: :.\ ^mediate T14 

: 22 ;■ -3- [ 3- (tert-butyl ) -4-hydroxyphenyi } -2- (methyiamino ) -1- i 4- 
( me r. hyl sul f ony 1 ) piper a z my 1 ] propane - 1 - one 



